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Abstract 



Disclosed are quinazoline derivatives represented by formula (I): wherein R<1> represents hydrogen, lower alkyl, alkenyl, or 
aralkyl; R<2>, R<3>, R<4>, and R<5> represent hydrogen, lower alkyl, lower alkoxy, lower alkanoyl, or the like; R<6>, R<7>, 
R<8>, and R<9> represent hydrogen, lower alkyl, lower alkoxy, aralkyloxy, or the like, or any adjoining two of them are 
combined to form methylenedioxy or the like; R<10> represents hydrogen, lower alkyl, or the like; R<1 1> and R<12> 
represent hydrogen, lower alkyl, cycloalkyl, phenyl, or aralkyl, or R<1 1> and R<12> are combined together with N to form a 
heterocyclic group; and n represents 0, 1 or 2, and pharmaceutical^ acceptable salts thereof. These compounds have 
adenosine uptake inhibitory activity and are useful for the protection of myocardium and for the prevention or treatment of 
inflammation such as leg and foot edema. 
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[00 53] 

mmmi 3-[i-(6, 7-^h^>— 

1. 2, 3. 4-f h7tKD-l, 

2. 4-y^V^ty''jy (-ffc-g-fti ) 
##MlTl#4>fU>3- [ 1 - (2-70D-6. 7- 
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[00 54] ^-NMRtCDClg) & : 8.01(d, 1H, J=2.0H 
z), 7.43(dd, 1H. J=8.6. 2.0Hz), 7.09(d, 1H, J=8.6H 
z), 7.C3(s, 1H), 6.96(s, 1H), 5.30-5. 15 (m, 1H), 4. 
27-4.24<br.-d, 2H) , 3.98*3 J: 1X3.93 s, 3H) . 

3.83-3.81 On, 8H), 3.5S(s, 3H) .3. 15-3. 00(m, 4H). 2. 
42 (s, 3H), 1.81-1.78(br.-d, 2H). 
IR(KBri8)(cm-i): 1702, 1653, 1482. 1232. 1207. 
PBWfc (B»xf;P-x-fW : 256-25TC 

[00 55]SaiSM2 3-|l-[6, 7-Wh* 
iy-2- (4-^^;U-l~t°^v^-^) -4-^r^ 
VUx/U] -4-b B ^U^x;H -1, 2, 3, 4 -f- 
h7tKD-l, 6-^^-2. 4-^5f^y^f^ 

V'jy (ft*tt2) 

-fk^fta, 300mg(0.63mraol) SrfflW 'J yfcrfU. 

TN->f-;Ut e ^7^>0.4ml(3.25mmol) SrfflV^SfeW 
(i. SI*«ltfO*ffitciptTflBEfl:^*Sr97.3« (iR* 
27% ) &M££ktLXntz. 

[0 0 56] ^-NMRCCDClg) d: 8.02(d, 1H. J=2.0H 
z), 7.48(dd, 1H, J=8.6. 2.0Hz), 7.08(d, 1H, J=8.6H 
z), 7.07(s, 1H), 6.94(s. 1H), 5.30-5.15(m, 1H) , 4. 
26-4.23(br.-d, 2H), 3.97*3 J; 1X3.93 s, 3H) , 

3.93-3. 90(ra t 4H), 3.58(s t 3H) ,3- 10-3. 02 (m, 4H), 2. 
52-2. 49 (m, 4H) , 2. 42*5 J: 2. 36 s, 3H), 1.82- 

1.79(br.-d. 2H) . 

IRCKBrfiXcm" 1 ): 1704, 1656, 1509. 

»L£ (gf^X^/U-X-x^-^^^): 168-17rC 
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COO 5 7] mmM3 3~ { 1 - [2 - <4-xh* 
S/'#;^*il;^b 0 ^y >V) -6, 7 - h*i/-4- 
^rt / »J -/U] - 4 - t^U ^ I - 1 , 2. 3, 4 
-f h7tHn-l, 6-^^-2, 4-^**7 

ft^tf&a. 600iug(l.25ramol) LT x^f- 

(12.5mmo!) Srffl^&UWi, USS^Jl^S^t 
T, «£fl^ft«:760.0ag <«^99% ) SfilSfti: LT 

[00 58] 1 H-NMR(CDC1 3 ) d : 8.02(d, 1H, J-2.0H 
z), 7.48(dd, 1H, J=8.3, 2.0Hz), 7.08 (d, 1H, J=8.3H 
z), 7.06(s. 1H), 6.93(s. 1H) , 5.30-5. 15 (ra, 1H) , 4. 
80-4.74<br.-d, 2H) , 4. 25-4.21 (br.-d. 2H), 4.15<q. 
2H. J=7.3Hz). 3.98, 3. 93*5 J: V3. 58 (#* s, 3H), 
3.09-2.85(m, 6H) . 2.60-2. 45 (m, 1H). 2.42(s, 3H), 
2.02-1. 98<br.-<I, 2H) , 1.82-1. 63 (m, 4H), 1.27(t. 3 
II, J=7.3Hz). 

IR(KBr^)(cr i) : 1699, 1656, 1459. 
it£ (*^y-;U-?K>: 103-105*C 
[00 59] H*fi^J4 3 - M - [ 2 - (4 

-/^>-4-t^ , Jy«il -1, 2, 3, 4-fh7 
bKn-lV 6-> ? ^f-;l/-2, 4-^7^/'; 

mmi3X^^tltzit^3 , 400rag(0.65mmol) 
y-/H0mi (cmm I , ZtllZ 2ffi^7KK-ft:^ h 'J ^ AtR 

jsjRsmi £sp;t. miafln«aKi£L3t. xmssl muz 

iO. «eifc^ttS:308.0mg (1R^81%) SfelSftiiL 

[00 60] 1 H-NMR(CDC1 3 ) 7.98(d, 1H, J=1.0H 
z), 7.45(dd, 1H. J=7.0, 1.0Hz). 7.06(s, 1H), 7.04 
(d, 1H, J=7.0Hz), 7.01 (s, 1H), 5.30-5. 15(m, 1H), 
4.71-4.67(br.-d, 2H) , 4.29-4.25(br. -d, 2H), 3.95, 
3.90*5 ±1/3. 55 <#* s, 3H), 3. 10-3. 01 (m, 6H), 2.6 
0-2. 40 (m, 1H), 2.40(s, 3H) , 2.05-1.99(br.-d, 2H) , 
1.85-1.65(m, 4H). 

IR(KBr«){cm-i): 3400(br), 1700, 1654, 1639, 1521. 
Ht£ <^^y-;U-7jc): 189-190°C 
[00 6 1 ] $mffl5 3 - [ 1 - (2-*J**)VT$ 
7-6. 7-^7 -4-b e 
^Uv-;H-1. 2. 3, 4-f h7tHa-l, 6 
-^7-?-;U-2, 4-y^VW' 1 J> < fl^tt 5 ) 
-ft^-fta. 300mg(0.63nunol) SrfflW ^yl^UVfctt*. 
TrobVUT ^>0.3ffll(3.25Dimol) H 
ifiCTl^ffitcmtT. tMiefb£^£143.0mg (J&¥42. 
4% ) afe«SftfcLT»fc. 



[0062 ] iH-NMR(CDCl 3 ) 8\ 8.01(d, 1H. J=2.0H 
z), 7.48(dd. 1H, J=8.3. 2.0Hz), 7.08<d, 1H. J=8.3H 
z), 7.07(s. 1H), 6.95(s, 1H). 5. 30-5. 15(m, 1H). 4. 
26-4.23(br.-d. 2H). 3.97, 3. 93*3 ±1/3.57 (#* s. 
3H), 3.24(s, 6H), 3. 10-3.01 (m, 4H) . 2.42(s, 3H), 1. 
81-1.78(br.-d. 2H). 

IROCBriSHcnr*): 1695, 1656, 1553. 1512, 1503. 
St£ (»lxf;l/-x-f;l/): 220-22rC 
[006 3] mm\b 3-11- [2 -b'X (2-b 
Ko^yXfW 7Sy-6, 7-^h*y-4-* 
•fYV-fr] -4-b°^'J^-;^} - 1 . 2, 3, 4- 
fh7t Fn- 1 , 6-^X^-2, 4-x;**7* 

ffc^Sla, 500mg(1.04inmol) *g«Efc LXi?* + 

iVitvV A 7 5 Y izit t X N - 7 +iV t'n»jy7yjffi 

ol) £ffl^6J2»Hi. USS^Jl^ffitc^tr. «E{t 
-&ft£163.5mg (iR^28% ) fifettAi; L"C»fc. 
[0064 ] iH-NMR(CDCl 3 ) 5: 8.01 (d, 1H, J=2.0H 
z), 7.48(dd, 1H, J=8.3, 2.0Hz), 7.09(d, 1H, J=8.3H 
z), 7.04(s, 1H), 6.84(s, 1H>, 5.30-5. 15 <m f 1H), 4. 

25- 4.20(br.-d, 2H), 3.96*5 ±1/3.92 <#* s, 3H) , 
3. 92-3.84 (m. 8H) , 3.56(s, 3H) ,3. 19-3. 00 (m ( 4H), 2. 
42 (s, 3H), 1.84-1. 80 (br.-d, 2H). 
IR(KBr|f)(cni-i): 3400(br), 1698, 1656, 1498. 

*bS (»Sxf^-X-f/W: 157-161°C 
[006 5] mtm\7 3- { 1 - { 2- [ N- ( 2- 
y7f;P7 5yxf;H - N -.X f-;UT = 7 ] -6,7 

h^^-4-^^V"'J-/H -4 -b^'J 
)V) -1. 2. 3, 4-fh7tFn-l, 
;P—2, 4-y^yJrt/ l jy ({t^ftj7) 
fL^a, 300mg(0.63mraol) S:fflV\ U yfcfti 

X N , N, N' - h 'J ^ f ;l/Xf 1/ y y 7 5 V0. 4ml (3 . 
2»nol)*ffl^SJa>M±, IBStfflH^^ffitcHfttT, MS 
ft*ft*86.3ig (1R^24% ) # H 1,gHIf*£: LT»fc. 
[006 6] l H-NMR(CDCl 3 ) 5: 8.01(d. 1H, J=2.0H 
z), 7.48(dd. 1H, J=8.2. 2.0Hz), 7.08(d, 1H, J=8.2H 
z), 7.06(s, 1H), 6.97(s, 1H), 5.30-5. 15(m, 1H). 4. 

26- 4. 22 (br.-d, 2H), 3.98*5^1**3.93 s, 3H) , 
3.86(t, 2H, J=7.3Hz), 3.58 *5itX3.25 (#* s, 3 
H), 3.11-3.00(m, 4H), 2.63(t, 2H, J=7.3Hz), 2.42 
(s, 3H). 2.37(s, 6H), 1.80-1. 77(br.-d, 2H). 
IR(KBr^) (cm -1 ) : 1700, 1656, 1509. 

[0067] 3 - [ 1 - ( 6 . 7-i?j*b* 

iy- 2-7°ub;ur ^ y-4 -^r^-y' 1 ; - -4 - f 

^.>Ji/-;H-l, 2, 3, 4-fF7bKn-l, 6 
-^f-;U-2. 4-^y*t/»JV(ft^l*l8) 
-ft^fela, 300mg(0.63nunol) ^fflt\ fSJSEfc LT^-f" 

l ^ . y VtC^^-T 7"a bVl^T 5 >0 . 3ml (3. 2mmol ) 
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£124. 5mg (1R^37% ) Q&fe&t LX'&tz. 

[00 68] 1 H-NMR(CDC1 3 ) d: S.02(d, 1H, J=2.0H 
z), 7.49<dd, 1H, J=8.6, 2.0Hz). 7.09(d, 1H, J=8.6H 
z), 7.08(s. 1H), 6.94(s, 1H) , 5.32-5.23(m, 1H). 4. 
3S-4.34(br.-d, 2H) , 3.98. 3.92#«fcV3. 58 s. 
3H), 3.52-3.3S(m, 2H), 3.21-3.00(m, 4H). 2.42(s. 3 
H), 1.86-1. 82 (br.-d. 2H), 1.67(sext, 2H, J=7.4Hz), 

l.OHt, 3H. J=7.4Hz). 
lR(KBr«)(cm-i): 1703, 1654, 1508. 
St* (KlgXf-yU-X-x^): 156-160°C 

[00 6 9] m&M9 3- [1- (2-<>>-/UT5 
y-6, h*i/-4-*1-V u J —Jis) -4-b° 

^'Jy^Ki-l, 2, 3, 4-fh7hHD-l, 6 

-ffc&fija, 500mg(l.04mmol) jgJKtUT^f- 
/^^AT 5 H tz it I X N - * f-;Ub°n >J V J VvWi 
V\ ^;U*>J y(Cit^T^y^r5>-0.5nil(5.2mmol) 

£3l.8mg (JR*5.7J!) afettfti: LT»fc. 

[00 70] iH-NMR(CDCl 3 ) 8.0l(d, 1H, J=1.5H 
z), 7.51-7.22(m, 6H). 7.09(d, lH f J=8.5Hz), 7.08 
(s, lH), 6.96(s, lH), 5.30-5.l5(m, 1H) , 4.7l(d. 2 
H, J=6.6Hz), 4.34-4.29(br.-d, 2H) , 3.99, 3.93&J: 
V3.58 s, 3H), 3.l3-2.97(ra.4H), 2.42(s, 3H), 

l-82-l. 78 (br.-d, 2H). 
IR(KBrj£)(cm-i): 1703, 1659, 1560, 1511. 
MA (PlSx^-x-^ryU): 136-139°C 

[00 7 1] SHffetflJl 0 3-[l-(6. 7-y'lh 
^y-2-^Wjy-4-WJ-;P) -4-t°^ 
VJ~)l~\ -1, 2, 3, 4-f h7t Fd- 1,6- 

2 , 4 -^^ydf^yy y • igBKS (it-g- 

110) 

m-sss : ft^ft a icf-t r 2 -eft 3 - 

[ 1 -( 2-^00-6 . 7-yXh*y-4-^tV" 
-4 - b^'J -1, 2, 3, 4-T-h 

7tKo-l, 6-^^-2, 4-^^rV^^y 
'JV (ffr&ftb) 3.60g(7.09mmol) £Jfll\ MMtLX 
^)VK)V A T 5 K (eft £ T N - > ^ b°o »J >? y > 

Sffl^-6Ja?Ki. Httff!itf036rffi(c*tT. Sta^ft 

tf0i»«|igSS:3.47g (1R^85^ ) &&&&t LX'i%tz. 
[00 7 2] iH-NMR(CDCl 3 ) d: 8.01 (d, 1H, J=1.5H 
z), 7.49(dd, 1H, J=8.5, 1.5Hz). 7.11(s, 1H), 7.08 
(d, 1H, J=8.5Hz), 6.97(s, 1H), 5.30-5.20(m. 1H). 
4. 28-4. 24 (br.-d, 2H) , 4.20&±V4.12 q. 2H. 

J=7.0Hz), 3.84-3.81(m, 8H) , 3.58(s. 3H) , 3.20-2.95 
(m, 4H), 2.42(s, 3H) , 1.85-1. 81 (br.-d, 2H), 1.51*3 
it/1. 49 t, 3H, J=7.0Hz). 

IR(KBr^)(cm- 1 ): 1699, 1656, 1563, 1459, 1237, 118 
0, 1109. 



Bt£ (x--r;U) : 22S-229°C 

[0073] mzma : *--aBT»fen!tiiBHaa 

1.0g(1.74miDol)S:iHJ!x^;U20mHCj$jBL. CiUc. M 
iST. ffl«S^j8Wa^t*»-ifKx^/i/}Sas-?BT 
U 10»ia«frL)t:. LfcJSSSriFIK L , B*x* 
^Tft^-r 4 C lz i D , Sf a ■( £ 0 . S7g ( IR^82 

[0 0 74] 1 H-NMR(CDC1 3 ) £ : 8.49(br-s, 1H). 8.00 
(s, 1H), 7.50(d, 1H, J=8.5Hz), 7. ll(d, 1H, J=8.5H 
z), 7.07(s, 1H), 5.45-5.30(m, 1H). 4. 66-4.61 (br.- 
d, 2H),4.34-4.32(br.-d. 2H) , 4. 13-4. OS (m, 6H) , 3.8 
4(br.-s, 4H), 3.57(s. 3H) . 3.57(s. 3H), 3-40-3.31 
(br.-t, 2H). 3.01-2.89(m. 2H) . 2.43(s. 3H) . 1.92- 
1.88(br.-d, 2H), 1 . 50& J: VI . 48 (#* t. 3H, J=7.0 
Hz). 

ML* (Sfixf/W: 193-195*C 

[0075] mtmi 1 3- < 1- [2- 

2, 6-^f-;u^;u^»;y ) -6, 

4-^tV"'J-/P] -4 - t°^U >?x/L<} -1,2, 

3, 4-f h7th'n-l, 6-^^-2, 4-5/ 

v^^/li > • t&spfi ( ft^ft 1 1 ) 

U XcftiT 2 . 6 - ^ »j v ( h 7 

[007 6] ^-NMRtCDClg) 5: 8.01(d, 1H, J=1.5H 
z), 7.48(dd, 1H, J=8.5, 1.5Hz), 7.10(s, 1H). 7.08 
(d, 1H, J=S.5Hz), 6.92(s 1H), 5.30-5. 15 (m, 1H), 4. 
66-4.61 (br.-d, 2H), 4.21-4.07(m, 6H), 3.70-3.69(m, 

2H), 3.58(s, 3H), 3. 10-2. 99 (m, 4H) , 2.65-2.55(br.- 
t, 2H). 2.42(s, 3H), 1.82-1.76(br.-d, 2H). 1.51 *> 
J: VI. 49 (#^ t, 3H, J=7.0Hz), 1.28(d, 6H, J=6.0H 
z). mm&MtlX) \R(KBr$x)(cm-i): 1702, 1658. 

1591, 1460, 1262. 
fit* (X-T7U) : 241-242°C 

[0077] mmm 12 3 - { 1 - [ e . 7 - ^x h 

*i/-2- (l-f^^'J-;H - 4-W'J- 
)V] -4-b^tJx'x;U} -1,2,3.4 -fhyh 

Fn-i, 6-^>f*;u-2, 

mmi ocoxmttzmtx. mut^^&^m&k tx 

[00 78] "H-NMRCCDClg) ^: 8.01 (d, 1H, J=1.5H 
z). 7.49(dd, 1H, J=8.5. 1.5Hz), 7.09(s, 1H) , 7.09 
(d, 1H, J=8.5Hz), 6.90(s, 1H), 5.25-5. 10(m. 1H) . 
4.25-4.08(fo, 10H), 3.58(s, 3H) , 3. 10-2. 99(m, 4H), 
2.80-2.60(m, 4H), 2.42(s, 3H). 1.81-1. 77 (br.-d, 2 
H), 1.51 i3.tVl.49 t. 3H, J=7.0Hz). (MM 

t&mtix) 

IR(KBrfS)(cm-i): 1698, 1657, 1587. 1458, 1270. 
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HU£ (X-x;U) : 179-182°C 

[0079] mm 13 3-(l-[6, 7-yXh 
*x-2- (l-tX7y-^) -4-^r^V"'J-;U] 
;U} -1, 2, 3, 4-f h7th'D 
-1, 6-^X^-2, 4-y^y^t/ , J>- 2 
ts^is (it&fal 3 ) 

[0 0 80] ^-NMRtCDClg) 5: 8.02(d. 1H, J=1.5H 
z), 7.48(dd, 1H, J=S.5, 1.5Hz), 7.10(s, 1H) , 7.09 
(d, 1H. J=8.5Hz), 7.00(s. 1H), 5.35-5. 10<m, 1H), 
4.29-4.24(br.-d, 2H) . 4.20*3j:tX4. 13 (#* q, 2H, 
J=7.0Hz). 4.10-4. OOOb, 4H). 3.58(s. 3H), 3.17-2.99 
(m, 8H), 2.42(s. 3H) , 1.81-1.76(br.-d, 2H). 1.52*3 
J: VI. 49 <#* t, 3H. J=7.0Hz). (jfflltfflXfcLT) 
IROCBr&Xcnr 1 ): 1701, 1656, 1651. 1626, 1585. 145 
9, 1257. 

[0081] mmm 14 3- si- t6, 7~yxh 

i/- 2 - (4-^f-/U-l - ti^^x/U) -4-^r 

-*-yy-;H /u} -1, 2, 3, 4- 

fh7tKo-l, 6-^^-2. 

tv"'jy- 2^^^MyBa (fl^tti 4 ) 
flaw m-m%^tmmt7mmmzKtx* 

[0 082] iH-NMR(CDClg) d: 8.01 (d, 1H, J=1.5H 
z), 7.4S(dd, 1H. J=8.3. 1.5Hz). 7.10(s. 1H) , 7.08 
(d. 1H, J=S.3Hz), 6.92(s, 1H). 5.30-5. 15<m. 1H). 
4.25-4.23(br.-d, 2H) ; 4. 19*3 X 1/4. 12 (#* q, 2H, 
J=7.0Hz). 3.89-3.83<m. 4H) . 3.58(s f 3H), 3.08-2.% 
(m, 4H), 2.51-2.48(ni, 4H) , 2.41 &XT/2.3A (#* 
s, 3H), 1.81-1. 78<br.-d. 2H), 1.51 *3<fc</1.48 (# 
* t, 3H. J=7.0Hz). (iSHjUSSfcLT) 
IR(K 7 Br^)(cm-i) : 1705. 1658. 1637, 1195. 
St£ dfH8x^;u—x-r^): 187-189*C 

[0 08 3] HJfiCTl 5 3-[l-(6, 7-y'Xh 
^ry-2-tX'Jy7-4-^tV' 1 J-/I,) -4-t 0 ^ 
-1, 2. 3. 4-rh7t Kn- 1 , 6- 

is* f-;u- 2 , 4 - y *-*-r u y ■ «sests ( it£ 

ftl 5 ) 

[0 0 84] 1 H-NMR(CDC1 3 ) &: 8.02(d, 1H, J=1.5H 
z), 7.48(dd. 1H. J=8.5, 1.5Hz), 7.09(s, 1H) . 7.09 
(d. 1H, J=8.5Hz). 6.90(br.-s. 1H) , 5.30-5. 15(m. 1 
H), 4.30-4.05(m. 6H) . 3. 90-3. 75 (m, 4H) . 3.58(s. 3 
H), 3.15-2.95(m. 4H) , 2.42(s. 3H) , 1 . 81-1 . 75(br. - 



d, 2H). 1.64-1. 53 (m. 6H) . 1.51*3 J: 1/1.4S t. 
3H, J=7.0Hz). {SBEfflSfcLT) 
IR(KBrS)(cm"i): 1706, 1648. 15S6. 1459. 1271. 
WJk (x^/-/U-x— tM: 189-191°C 
[0 085] mmmi 6 3- II- [6. 7-yXh 
^r^-2- (l-tD'Jy-/H -4 y*y~;H 
- 4 - tf^ U ^-/l/ } - l, 2. 3. 4-fh7t Kn 
-1, 6-^^-2, 4-^^y^^y''J> • ta 
WMl (ft^l6) 

i ooumzmtx. mMt^ZQms&t txn 

[0 086] iH-NMR(CDCl 3 ) 5": 8.02(d. 1H. J=1.5H 
z), 7.48(dd, 1H, J=8.5. 1.5Hz), 7.10(s, 1H), 7.08 
(d, 1H, J=8.5Hz), 6.95(br.-s, 1H), 5. 30-5- 15(m, 1 
H), 4.40-4. 24<m, 2H) , 4.20*3 it/4. 11 (3-* q. 2H, 
J=7.0Hz), 3.70-3.50(ra. 4H). 3.58(s, 3H) , 3.08-2.99 
(m, 4H). 2.42(s, 3H) . 2.00-1.96(m. 4H), 1.80-1.77 
(br.-d, 2H). 1. 50*3 J: 1/1.48 (#* t. 3H, J=7.0Hz). 

mmumt lx) 

IR<KBriR)(cm-i): 1706, 1648. 1626. 1601, 1538, 146 
2, 1270. 

SL£ (X--r/U) : 220-222°C 
[0087]»£^J17 3-[l-(6, 

_ 4 _ t ^,;^- ;U ] _ x> 2 , 3. 4-f b7tFn 
-1, 6-^^-2. 4-^mt/'JV'8 
8H& (fl^ftl 7) 

[ 0 088 ] iH-NMR(CDCl 3 ) d: 8.01(d, 1H, J=2.0H 
z), 7.48(dd. 1H. J=8.6. 2.0Hz). 7.10(s. 1H), 7.08 
(d, 1H, J=8.6Hz). 6.90(br.-s. 1H). 5. 30-5. 10(m, 1 
H). 4.21-4.14(m. 4H) , 4.10(q. 2H, J=7.0Hz). 3.90- 
3.70(m f 4H). 3.58(s, 3H) . 3. 07-2. 95 (m, 4H) . 2.42 
(s. 3H), 1.95-1.80(m, 6H) , 1. 56-1. 40(m, 4H). 1.50 
*>J:M.47 t, 3H. J=7.0Hz). (aBBtiSSfc L 

X ) 

IR(KBrfi)(cm-i): 1700, 1660. 1650, 1592. 
JUL* (x--r;U): 154-163°C 

[0089] mmm is 3 - 1 1 - ( 2 - xrntvu 

T^y-6, 7-yXh^y-4-W ,, jx/H -4 
-b°^';v-/P] - 1 . 2, 3, 4-f^7tHo- 

l. 6-^f-;u-2. 4-y*^y=^^/ | j>- ■ *» 

& Ufc&fcl 8) 

mmmi onumizmtx. mmt^m^&^^tL 

[0 090] ^-NMRfCDClg) <5 : 8.02(d. 1H. J=1.5H 
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z>. 7.4S(dd. 1H. J=8.5. 1.5Hz). 7.09(s. 1H) , 7.09 
(d, 1H. J=S.5Hz). 6.S8(s. 1H). 5. 30-5. 15(m, 1H), 
4.21-4. 18(br.-d. 2H) , 4. 18*> iW. 10 q, 2H, 

J=7.0Hz). 3.65-3. 50(m, 4H) . 3.57(s, 3H) , 3.10-2.95 
(m, 4H), 2.42(s. 3H) , 1.80-1. 66 <m f 6H) , 1.50fcitf 
1.48(*x? t, 3H, J=7.0Hz), 0.95-0.91 (dist.-t. 6H). 

IlKKBrigMcnr 1 ): 1708, 1659, 1627, 1593, 1543, 136 
1. 

It£ (X— f;W: 240-24ZC 
[009 1 ] HifiM 19 3-[l-(6, 
Jry-2-7 D n tT/l-T £ y - 4 - 3f ^ V" 'J ) - 4 - 
t^'Jy-^] - 1 , 2. 3. 4-fh7tFD- 1, 

6->^f-/u-2, 4-^*y=af^y*'j> • sffi*a 

<ft£-«ll 9) 

mmi o^mtzmtx. m&te&fa*&&&&ti,x 

[ O O 9 2 ] 1 H-NMR(CDC1 3 ) d; 8.01(d, 1H, J=1.5H 
z), 7^49(dd, 1H, J=8.3 f 1.5Hz), 7.10(d, 1H, J=8.3H 
z), 7.09(s. 1H), 6.93(s, 1H), 5.40-5. 20 (m, 1H) , 4. 
52-4.48(br.-d, 2H) , 4.20^^^4.09 (#/? q, 2H, J= 
7.0Hz), 3.5S(s, 3H). 3.47-3. 40 (m. 2H) , 3.29-3.19(b 
r.-t. 2H), 3.04-2.97(m. 2H), 2.42(s, 3H) , -1.88-1.8 
4(br.-d, 2H) f 1.67(sext, 2H, J=7.0Hz), 1.50, 1.48 
*3j;t>*1.00 t. 3H,J=7.0Hz). <ifi{IJB*tL 

T) 

IR(KBr«)(cm-i): 1702. 1657, 1524. 
fflUS <X-tvW: 225-227°C 
[0093] |gjfef^j2 0 3-[l-(6, 7-ylh 

^ri/-2-{ yrotvurs s- 4-^^/0 -ji>) - 

4-t°^U^-/H -1 . 2, 3, 4-f h7tKn- 
1, 6-x>f-;U-2, 4-y^y*t/ l JV'(g|| 
*a (-ft-&?»2 0 ) 

y vteflU T >f y To tVUT a > £ jfli ^&W\- 

hLXWz. 

[0 0 94] iH-NMR(CDClg) &: 8.00(d, 1H, J=1.5H 
z), 7.50(dd, 1H, J=8.5, 1.5Hz), 7.10(d, 1H, J=8.5H 
z), 7.08(s. 1H), 6.99(br.-s, 1H), 5. 40-5. 20(ra, 1 
H), 4.70-4.65(br.-d, 2H) , 4.22-4.06(m, 5H), 3.57 
(s, 3H), 3.39-3.31(br.-t, 2H), 2.97-2.93(m, 2H), 
2.42(s, 3H), 1.87-1. 84<br.-d, 2H) , 1 . 49& J: Xf\ . 47 
t, 3H, J=7.0Hz), 1.32(d, 6H, J=6.0Hz). (M 

jmmt IX) 

IR(KBr£*)(cnri): 1699, 1659, 1634, 1542, 1518. 
BIS <x^y-;U- it^x^-x-TVU-) : 170-172°C 
[00 9 5] HJfifl»J2 1 3 - [ 1 - ( 2-^^n^^- 
y/l/7$y-6, 7-i/'xh^y-4-W'J-;H 
-4- tX'Jy-;H - 1 . 2, 3, 4-f h7tFn 



-l. 6-v : ^^;u-2. 4 -v ; ^-^y^^y'; >- ■ js 
Rfi (fh^2 i ) 

e±. m«{«io^jrffi(c*i:T. aefl^fts-afettft 

[0 09 6] 1 H-NMR(CDC1 3 ) S.OKd, 1H. J=1.5H 
z), 7.49<dd, lH t J=8.5. 1.5Hz), 7.09<d, 1H. J=8.5H 
z), 7.09(s, 1H), 6.91(s, 1H), 5.40-5.20(m, 1H). 4. 
37-4.23(br.-d, 2H). 4. 19i3j:t>'4. 10 (** q. 2H. J= 
7.0Hz), 4.00-3.80(m, 1H) , 3.58(s, 3H) , 3.22-3. 13(b 
r.-t, 2H), 3. 05-2. 97 (m, 2H) , 2.42(s. 3H) , 2.06-2.0 
3(m, 2H), 1.85-1. 75 <m. 4H), 1.50*3*1*1.48 
t, 3H, J=7.0Hz), 1.38-1.27(m, 6H) . (jttBii&fifc U 
T) 

IROCBrfgMcnr 1 ): 1702, 1654, 1635. 1599, 1542. 
«US (SfiXf;U): 170-173°C 
[0 09 7] MPI2 2 3- [1- (2~^9a^9 
f/I/T^y-e, 7-^Xh^r^-4-^^y'Jx;U) 
-4-txyy-;H -1,2, 3, 4-f h7tHo 

-l, 6-^^-2, 4-^^y^^yj>" *s 
(1^2 2) 

* )i>x u v ( c ft * t x ? o 3f ? * ; r 5 v £ m ^ & ja* h 

[0098] ^-NMRCCDCls) 8.15(br.-d. 1H. NH) , 
S.OKd, 1H, J=1.5Hz), 7.50(dd, 1H, J=S.5, 1.5Hz), 
7.10(d, 1H, J=8.5Hz), 7.08(s, 1H) , 6.92(s, 1H) , 

5.40-5.20(m, 1H), 4.69-4.64(br.-d, 2H) , 4.20 ^J; 

t/4.07 (#^r q f 2H, J=7.0Hz) , 4.20-4.00(m, 1H) , 3.5 

8(s, 3H), 3.40-3.31(br.-t, 2H), 3.02-2. 94(m, 2H), 

2.43(s, 3H), 2.00-1.50(m, 16H) , 1.50 
t, 3H, J=7.0Hz). (m^^tlX) 

IR(KBrf8)(cin-i): 1704, 1699, 1657. 1636, 1359. 

MA (x-f/W: 231-234 0 C 
[0 09 9]^Sg«2 3 3-[l-<6, 

>'Jit^i^~2~^)V^) y-4-W'J x;U) -4 

~ t^'J^'^/U] - 1 , 2, 3. 4-ff7tFn- 

i, 6-^f-;u-2, 4-^^y^f-fy;^ ■ sk 

^ftb*Cftit»#ff|3T1»^<t&3- [ 1- (2- 
^nn-6, 7--^U>>^^S/-4-^y'yx 
;P) -4-tr^Ux-;W] -l , 2,3.4 -f b^t 
Ho-1, 6-^7f^-2, 4 -^^y^^/UV 

[0 1 00] ^-NMRCCDC^) ^: 8.02(d, 1H, J=2.0H 
z), 7.49(dd. 1H, J=8.6. 2.0Hz), 7.09(s, 1H) , 7.09 
(d, 1H, J=8.6Hz), 6.90(s, 1H) , 6.01 (s, 2H) . 5.30- 
5.10(m, 1H). 4.20-4.10(br.-d. 2H). 3.90-3.70(m. 8 
H), 3.58(s, 3H), 3.10-2.95(id. 4H). 2.42(s, 3H), 1. 
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S6-1.75(br.-d, 2H) . <j8ffl£«iLT) 
IR(KBr|g)(cm-i) : 1702. 1654, 1649, 1510. 
%LA (X^y-^-x-fvU): 278-280°C 

[oion mmm24 3 - [ 1 - < 2 y y 

-6, 7-y'rn^i/-4 -df^/ll— /U) -4 -t° 
v-'xyu] - 1 , 2, 3, 4-f h7tHD-l, 6 

- i?x 2 , 4 - y «j >• • ( -ft 

^2 4) 

ft^»b(:ftit#»»l4 3 - [1- (2- 

ynn-6 , 7-^rn;K^i/-4-^^y'* t Jx^) - 
4-b c ^U^xyU] -l , 2, 3, 4-fb7tFn- 
1. 6-^^-2, 4-^**7*^/'J>' <ffr£- 
fed) £JB^&J3Mi. UttMl 0O*StC«tT. a 

[0 1 02] iH-NMR(CDCl 3 ) £:8.02(d. 1H, J=1.5H 
z), 7.48(dd, 1H, J=8.3, 1.5Hz), 7.10(s, 1H) , 7.08 
(d, 1H, J=8.3Hz), 6.91 (s, 1H), 5.30-5.25(m, 1H), 
4.30-4.20(br.-d, 2H) , 4.07& £1X4.00 (#* t, 2H. 
J=6.5Hz>. 3.90-3. 81(ra, 8H) . 3.58(s, 3H) f 3.09-2.99 
(m, 4H), 2.42(s f 3H) , 1.94-1.80(m f 6H) , 1.07(t, 6 

h, j=6.5hz). mm&mtLx) 

IR(KBrft)(cm-i): 1704, 1656, 1631, 1596, 1511. 

fflbk (x^y-^-x-^/iz-^tfy): 160-I63*c 

[0 1 03] mmm25 3-[l-(6, 7-S^V 
r Jf x - 2 - ^E/U* U y - 4 - *i~V' 'J x/U) - 4 

- h^'j > ; x/l/] - l f 2, 3, 4-f h7t ]>n~ 
1, 6-y7f^-2, 4-^^y^r^y'U> • 

ft^»b^fti-r##OT5-C»4>il6 3- [1- (2- 

yon-6. VTD^y-4-= i rt/ l J- 
/tO - 4 - h°^<J >-x;H - 1 , 2. 3 . 4-fh7t 

Hu-i. 6-^y^;u-2, 4-y>r^y^-^y , 'j> 
x, miitizmz&msgktLxmz* 

[01 04] 1 H-NMR (CDCI3 ) d: 8.02(d, 1H, J=1.5H 
z), 7.5S(dd, 1H, J=8.5. 1.5Hz), 7.22(s, 1H). 7.08 
(d, 1H; J=8.5Hz), 6.92(s, 1H), 5.30-5. 10(m, 1H), 
4.69*5 J:tX4.41 (#* sept, 1H, J=6.0Hz), 4.29-4.26 
(bf.-d. 2H), 3.90-3.75(m, 8H), 3.58(s, 3H), 3.09- 
2.98{m. 4H), -2.42(s, 3H), 1.82-1. 79 (br.-d, 2H) , 1. 
42 i5«tt>'1.34 (#* d, 3H, J=6.0Hz). (ifiSltgSi: 
LT) 

IRfKBHKMcnr 1 ): 1704, 1652, 1543, 1510. 
fflUS (x^y-yP-p&x^/U-x-fvW: 189-192°C 
[0105] HJfefl»J2 6 3 - [ 1 - ( 7 -^y^M" 

6-y h*y-2- ; ewjy-4-*ty'j- 

;U) - 4-^';^] - 1 . 2, 3, 4-f b7t 
Hn-1, 6-^y^/u- 2, 4-y^^y^tv ,,| J>' 

-ft^b{c«:^T##CT6T1#^n^3- [1- (7- 



V'Jx/U) -4-b a ^<»J^— ;U] -1, 2. 3, 4 -t* 
h7tFo-l, 6_^^_2. 4-:/:**7*-*- 

r*jy (^i&f ) srfflt^ja^Hi. n*fe(9iji oey%m 

[0 106] 1 H-NMR(CDC1 3 ) d: S.02(d, 1H, J=1.5H 
z), 7.51-7.26(m, 6H), 7.10(s. 1H) , 7.0S(d, 1H. J= 
8.5Hz), 6.99(s, 1H). 5.40-5.20(m. 3H) , 4.30-4.20(b 
r.-d, 2H). 3.92(s, 3H) , 3.9O-3.60(m, SH) . 3.58(s. 
3H), 3.21-2. 95(m, 4H) , 2.42(s.3H). 1.83-1. 75(br.- 

d, 2H). mm^sttx) 

IR(KBri£)(cm-i): 1704, 1657, 1649, 1540, 1273. 
MA (X-T-/U) : 176-178°C 

[0107] mmm2 i 3- [i- (6, ?-yys 

'Jy-M ^W-l, 2, 3, 4-fh7tFP- 

1, 6-^^-2. 4-^y*t/y y <-ft& 

»27) 

-fb^atC^^T##W7Ti#^n^3- [1- (2- 
?oo-6, 7->>'y h^r^-4 -^r^y 'JxyU) -4 
-t°^<>J^'x;l/] 1 , 2, 3. 4-fb7tK 

n-i, 6-^y^-2, 4-i/**v*+vy y 

(ft^h ) 300mg(0.59mraol) Jg&^LT^;* 

fvi^/k^ r 5 K t n - y b° o »j ^ y y * is 
^*iawi* mmmicoirmtzmtx. mtnt^m^25 
om mm76% ) &&&&tixntz. 

[0 1 08] iH-NMR(CDCl 3 ) 8..02<s, 1H), 7.48(d. 

1H, J=8.4Hz), 7.12(d. 1H, J=8.4Hz). 6.98(s, 1H), 
6.92(br.-s, 1H), 4. 16-4. 04 (br.-d, 4H) . 3.97 fcjtf 
3.92 s, 3H), 3.S0(br.-s, 8H) , 3.65(s, 3H) . 

3.07-2.98(m, 2H) , 2.42(s. 3H) , 2.28-2. 10(m. 1H) , 
1.83-1.59(ra, 4H). 
MA (y^y-;U-7K): 255-256'C 

[0109] mmm2 s 3-{i-[2-t*^(2- 

bHD^yXf^)TSy-6, 7-yyh^fy-4- 
WJ-W -4-t^'Jy-/H ^f/Hl, 2, 
3, 4-fh7tKD-l, 6-^'y^-2, 4-5^ 

«y^tv"'jy (^^2 8) 

se«W2 7^ffi(c»tT. ^ie^ft^afesg B 0 0 

[0 110] 1 H-NMR(CDC1 3 ) 5: 8.02(s, 1H), 7. SOW, 
1H, J=8.6Hz), 7.12(d, 1H, J=8.6Hz) ( 6.96(s, 1H), 
6.87(br.-s. 1H) . 4. 17-4. 04 (br.-d. 4H) , 3.98 ^il^* 
3.91 <#* s, 3H), 3.91-3.82(m, 8H), 3.60(s, 3H), 
3.04-2.95(br.-t, 2H) . 2.42(s, 3H), 2.31-2. 13(m, 1 
H), 1.88-1.77(br.-d. 2H) . 1.71-1. 57 (m, 2H) . 
MA U^y-/U-7jc): 223-224°C 
[0111] mm\2 9 3-<2-[l-(6,7- 
yyh^y-2- ; 6WJy-4-^tV" i J-^) -4 
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-t'^'J^x^] x-^/U} - 1 , 2, 3, 4-fh7t 
1^)2 9) 

MMl 3Ti#^il£4 - [2- ( 2-r$y-5-y 
f;lAy/>f^75y)xf;i/] -1- (6, 7-^\* 
h ^ y - 2 - 'J / - 4 - tV 'J ^/l ) tf^Ui/ 

>' ({fc-g-tiji ) 540mg(1.01mmol) t<Z7 OO#ti£x^;l/10 

«ES*U Sffilc^^fcx-rA^Jn;^ #r&L 
fct*fiS:nX-r*ii;^J:0. 4- [2- (2-xb* 

iri3)\si£—)\sT a y - 5 -^f/Kyy">f y^r a y ) x 
^/u] - l- (6, 7-^'y h^r^-2-^/u^ 1 ; y- 

4-Jrty"'J^|/) t°^y x>Offl£j&ft£430mg f# 
fc. ^Offl^^^x^y-;H0ml(C^L. <rfUC7k 

fr«E9*L7tf*. ?Do*uti 

«kO. «Efl:^»*:360ig (IE*. 2KK64Z ) fifelS 

[0 1 1 2] 1 H-NMR(CDC1 3 ) d: 8.95{br.-s, 1H, NH), 

7.92<s. 1H), 7.42W, 1H, J=8.3Hz), 6.99-6. 96<m, 3 
H), 4.20-4. 12 (m, 4H) , 4.00& J: 153.92 s, 3H), 

3.80<br.-s, 8H), 3. 14-3.00(br.-t, 2H) , 2.40(s, 3 
H>, 2.01-1.97(br.-d. 2H), 1.74-1. 54 (m, 5H). 
Sfi* (y^y-^-^W: 185-188*0 

[01 13] HSfiffl 3 0 3-{2-[l-(6, 7- 

i^'y h^y-2-twjy-4-^ty ,, j-^) -4 

-t^iJy-/Hxf;W-l, 2, 3, 4-fh7t 
Ko-1, 6-£>'y^-2, 4-v^^y^r^V"U>' 
(ft^»3 0) 

mm 2 9 Tlf ^ tlWt&'m 2 9 , 350mg (0. 7mmol ) £ ^ 
^fW^TS H5ml tcSJSU ,I*UC60% *3R-fL"^ 
h U *7 -M2mg ( 1 . 05mrool ) *3 «fc 3 *>f t>* fVtX) . 1ml ( 1 . 54 
ramol) £Ja;i. 1ST" 1 b*FbJ88¥ L/£ . ftfttSftTy* 

EEb?£L. ^^fL^fflS^^x^y-^^x-T-yi'^I 
^girMt^IhCJ:^ *iEfl:-&Bj*190ng (IR 
ms% ) SfetS*fcl/C»*:. 

[0 1 14] 1 H-NMR(CDC1 3 ) 5: 8.02(s, 1H), 7.50(d, 
1H, J=8.6Hz), 7.11(d, 1H, J=8.6Hz), 6.98(s, 1H) P 

6.95(br.-s. 1H) , 4. 18-4. 06 (m, 4H) , 3.99 fcitB.92 
(#*s f 3H), 3.81(br.-s, 8H), 3.59<s, 3H). 3.12- 

2.95(m, 2H), 2.42(s. 3H), 2.05-1. 91 (m. 2H). 1.80- 

1.42(m. 5H). 

ML* (X^y-^-X-f/P): 138°C 

[0115] mmms 1 3- < 2- < 1- [2-t^ 

(2-bFP^fyXf;H7 = /-6, 7-i?*h*is 
-4-WJX/H -4-tr^'J^x/U} Xf-;IW - 
1. 2, 3, 4-fh7hh'D-6-^f;l'-2, 4- 



mv+t/y^ ( ft^%3 1 ) 

ft^t*i^ftiT##Wl4Tf#^<X*4- [2 - (2 

-7 5 y- 5-^f/Kyy>f^75y ) x^no -i 

- [2-t'X { 2-b HoJfi/Xf/l,) r^y-6, 7 

j ) SJBo&JjlMi, HS6CT2 9^ffi^l:T. S£ 

[0 1 1 6 ] 1H-NMR(CDC1 3 ) 7.91(s, 1H), 7.40(d, 
1H, J=8.6Hz), 6.99-6.95(m, 3H), 4. 16-4. 11 (m. 4H) , 
3.96 fcit/3.91 (#* s, 3H). 3.94-3.84<m, 8H) f 

3.09-3.00(br.-t, 2H) . 2.40(s, 3H) , 2. 02-1. 97 (br.- 

d. 2H). 1.80-1.49(m. 5H) . 

Rfc* (^^y-;^- 7 }:) : 167-169°C 
[0117] ##<M1 3 - [1- ( 2-y un-6, 

7-yy N^y-4-*t/ , J-;l') 

;H - 1 , 2, 3, 4-f h7b Kd- 1 , 6-^yf- 

SS-SH : ##W7-e»«i& 3 - ( 1 -x b*^;U 
4 -t°-^Ui/x;U) - 1 , 2. 3. 4-r*h^ 
tFn-1, 6-^y^-;u-2, 4-y^yW'J 
> (tt&mz) 5.0g(14.5mmol)£48% *ffc*3RB50mU;: 

»»u 1.5 B^ajiBMiaLfc. « 

=t0. 1, 2, 3, 4-fb7tKn-l, 6-i^y^ 
;l^-2, 4-^^y-3- (4-tT^'J^x;^) 

yyy -*^bk*i«a5.04g (ir*99z ) coaeisAS: 

[0 118] 1 H-NMR(DMS0-d 6 ) ^: 7.85(d ? 1H. J=2.0H 
z), 7.60(dd, 1H, J=8.6. 2.0Hz), 7.35(d t 1H. J=8.6H 
z), 5.16-5.07(m, 1H) t 3.49(s, 3H), 3.41-3.36(br.- 
d, 2H) f 3.13-3.05(ra, 2H), 2.86-2.73(m, 2H), 2.38(s. 

3H), 1.81-1.77(br.-d, 2H). IR(KBr£ji) (cm~ 1 ) : 1696, 
1627, 1512. 

MA (X*y->W: >;300 °C 

[0119] mzsaa • m-m^Tmhtitzmitymm 

^2.0g(5.65mmol)ioJ:t/'2 . 4-y';nn-6, 7-^* 
y h^r^^^yy yi.47g(5.65mmol) $:y ^y-;M0ral 
tcSSL. ^XtcMJx^/Ur^ y2.0ml(14.1mraol) $r 

t/'y^y-;um^*r s^fctii 0. fSfB^tt$-2.27 
g (flmix ) Sf5*Sfti:LT»fc. 
[0 1 2 0 ] »H-NMR(CDC1 3 ) d: 8.01 (d, 1H, J=1.0H 
z) t 7.49(dd. 1H, J=8.5. 1.0Hz). 7.26(s, 1H). 7.14 
(s, 1H), 7.10(d, 1H, J=8.5Hz). 5.38-5.26(m, 1H) . 
4.50-4.45(br.-d, 2H) , 4.01, 3.99*5 it>*3- 58 (#^? 
s, 3H>, 3.29-3.20(br.-t, 2H), 3.11-2.%(m, 2H). 2. 
42 (s, 3H), 1.90-1.85(br.-d, 2H). 
IRtKBrgXcn" 1 ): 1706, 1655, 1512. 1480, 1218. 
US (X-f/W: 234-236°C 
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[0121] ##f?]2 3 - [ 1 - (2-;dd-6, 
7-ylh^-4-^rt V" 'J ) - 4 - 1 6 ^ 'J i/- 
;U] -1. 2, 3. 4-f N7th'n-1, 6-> : y^ 
/U-2, 4~i/X*V*i~V" ] ) > (fl^ttb ) 
2. 4-y7on-6, 7-^ h^f i^^^/'J ViCft 

[0 1 2 2] 'H-NMlHCDCla) S:8.01(d t 1H, J=1.3H 
z), 7.49(dd, 1H, J=8.6, 1.3Hz), 7.16(s, 1H) , 7.15 
(s, 1H), 7.09(d, 1H. J=S.6Hz), 5.31-5.25(m, 1H), 
4.46-4.39(br.-d, 2H) , 4.22*5 £1/4.17 (#* q. 2H. 
J=7.0Hz). 3.58(s, 3H). 3.25-3. 16(br.-t f 2H) , 3.10- 
2.99(m. 2H). 2.42(s. 3H), 1. S8-1. 83 (br.-d, 2H) . 1. 
53*3 J; 1/1.52 t. 3H, J=7.0Hz). 

IR(KBr^)(cm- 1 ): 1694, 1657, 1511, 1336, 1033. 
gjh£ (;*?y— /U— 7R): 209-2KTC 

[0 12 3] ##M3 3 - [ 1- (2-70D-6. 
7-y f-lx>^^r^-4-^-fV l J— A-) 
t)>?£ ;U] -1, 2, 3, 4-f h7tFn-l, 6- 

4 -v^y^f^/yy (ft^ftc ) 

2. 4-y^no-6, T-^b^yW'J^it 

1. t2, 4-y7DD-6, 7 ^S^t^ri^"*- 

[0 124] iH-NMR(CDCl 3 ) 8.01 (d, 1H, J=1.5H 
z), 7.49(dd, 1H, J=8.6, 1.5Hz), 7.18(s. 1H) , 7.15 
(s, 1H), 7.09(d, 1H, J=8.6Hz), 6.12(s, 2H) . 5.34- 
5.24(m, 1H). 4.37-4.32(br.-d. 2H) , 3.58(s, 3H), 3. 
22-2.96(m, 4H), 2.42(s, 3H), 1.86-1. 82 (br.-d, 2H). 
IlUKBr^Xcnr 1 ): 1703, 1649, 1620, 1509, 1464. 
HIS <M8x^/U-x-f-/U): 278-280*C 

[0 12 5] ###J4 3 - [ 1 - ( 2-?nn-6, 
7 -'J 7° UtK^ x - 4 - =* -** x / x ) ~)V ) ~ 4 - f< 'J 
x/U] -1, 2, 3, 4-fh7tFo-l, 6-^y 
f-/u-2. 4 - ^r^yj y (-ffc^d) 

2. 4-y^no-6, 7-y7 h^y^tV"'Jyl:ft 
;:t2, 4-yyon-6, 7 - ^7°n^^=3f ^y >J 

[0 126] »H-NMR(CDC1 3 ) d: 8.02(d, 1H, J=2.0H 
z) f 7.49(dd, 1H, J=8.6, 2.0Hz), 7.16(s, 1H) , 7.14 
(s, 1H), 7.09(d, 1H, J=8.6Hz), 5.35-5. 10(ra, 1H), 
4.46-4:40(br.-d, 2H) , 4.09*3^4.05 t. 2H. 

J=6.5Hz), 3.58(s, 3H), 3.25-3. 16(br.-t, 2H) , 3.08- 
2.99(m, 2H), 2.42(s, 3H) , 1. 95-1.84 (b, 6H), 1.09*3 
±1/1.08 <#* t, 3H, J=6.5Hz). 
iR(KBr^)(cm-i): 1700, 1665, 1655. 1510. 
(X-fvW): 171-173°C 

[0 127] ##(?!J5 3 - [1- (2-?nn-6, 



7~>M yrn^y-4-^tv" 1 J-^) -4 -t 0 ^ 

U ;H - 1 , 2 , 3 , 4-f b7tKo- 1,6- 
y7f;|/-2, 4-^^y= 3 r^y' , ;y (-ft^We) 
2, 4-y7no-6, 7 b^r^^r^yj VtCft 

i_T2, 4-y';nn-6, 7-^V7D^^t 

[0 1 28] ^-NMRfCDClg) 8.01 (d. 1H. J=1.5H 
z), 7.49(dd, 1H, J=8.5, 1.5Hz), 7.26(s, 1H), 7.18 
(s, 1H), 7.09(d. 1H, J=8.5Hz), 5. 32-5. 24 (m. 1H), 
4.69*3«ttM.55 (#* sept, 1H, J=6.0Hz), 4.52-4.50 
(br.-d, 2H), 3.58(s, 3H) , 3.26-3. 18(br. -t. 2H) . 3. 
09-2.94(m, 2H) , 2.42(s, 3H) , 1.87-1.83<br.-d. 2H) , 

1.44 *3i 1/1.38 d. 3H, J=6.0Hz). 

IR(KBrft) (cm-i): 1699, 1657, 1479, 1460. 1246. 
Hu5 (X-t-;U): 130-132°C 

[0129] ##PI6 3 - [ 1 - ( 7 -^yyM^ 
y-2-?nn-6-^Ky-4-^tyj-^) - 
4- t°^U - 1 , 2, 3, 4-f h7tKa- 

1, 6-^^-2, 4-y^ J fVW , Jy (ft^ 
ttf ) 

2, 4-yyno-6, 7 -i^y h^r^^-t-y'UytCft 
iT7-<yyW ;3 ry-2, 4-y^on-6-^h 
^ri/^r^y U ySrfflV^i^Ki. 1 ^^ffit^t 

[0 1 3 0 ] l H-NMR(CDCl 3 ) ^ : 8.01 (d, 1H..J=1.5H 
z), 7.51-7.32(ra, 6H), 7.21(s, 1H), 7.16(s, 1H), 1. 
09(d, 1H, J=8.3Hz), 5. 40-5. 20(ra, 1H), 5.27(s. 2H) , 

4.45-4.41(br.-d, 2H), 3.98 *o<J:t/3.58 s. 3 

H), 3.26-3.17(br.-t. 2H) . 3.10-3.00<m, 2H) , 2.42 
(s, 3H), 1.88-1.85(br.-d f 2H) . 
IR(KBrSS)(cm-i): 1701, 1645, 1503, 1429. 
MA (*ffix^;U-x— r )V) : 146-150°C 

[0131] ##M7 3 - ( 1 -lh*y*M-^ 
-4-^»Jy-/H -1. 2, 3, 4-f h7th'D 

-l, 6-^yf-;u-2, 4-^'^-^y^^yuy (ft 

-o^S ) 

7-$/;^ TVK 7r-7y^f 7V^y(C 
hem. Pharm. Bull.). 3 4^. 1 907-1 9 1 61 
( 1 9 8 630 ffitt^*fttC*fC»fe*l&3- ( 1- 
Xh^y^W-^-4-tX'Jy-^) -1, 2, 

3, 4-f b7th'n-6-^f^-2, 4-^^y 
Jf^yUyl.0g(3.02mmol)S:fflCV HJ6#J3 O^&tC 
*tT. tlia-f^fe^745.6mg (1R^72X ) &&&&t 

[0 132] 1 H-NMR(CDC1 3 ) 5: 7.99(d, 1H, J=2.0H 
z), 7.45(dd, 1H, J=8.6. 2.0Hz), 7.07(d, 1H. J=8.6H 
z), 5.17-5.06(m, 1H) . 4. 40-4. 20 (m, 2H) , 4.14(q, 2 
H, J=7.3Hz), 3.55(s, 3H) . 2.96-2.82(br.-t f 2H). 2. 
77-2. 64 On. 2H) , 2.41 (s, 3H) , 1.66-1. 61 (br.-d, 2H) . 



(2 3) ^9-1 65385 



1.27(t. 3H. J=7.3Hz). 
IR(KBr«)(cm-i): 1702, 1680, 1658, 1240. 
MluS (x— r/W: 156-157°C 

[0 13 3] ##«8 3- ( l-xb^^;Ut^ 
-4- b^'J ^-x;U) 1 , 2, 3, 4 -f- 

bHo-1. 6-^^-2, 4-v^^ry^r-^ s / , J 

y Hfc-&ttk) 

3- ( 1 -xb^i^/l^x/U-4 ™b°^U :y~/U) - 
1. 2, 3, 4 --r-h 2 , 4- 

y^-^y^t/u >t,zftz_x. 3- (i-xh^^ 

^x;U-4-b°^ l J v-'x/U) 1 , 2, 3, 4- 

ff7tFo-6-^w-2, 4-^^^y^-fyu 

y2.74g(7.94mmol) Srffl^&UtfMi, ##^J7^£^ 
2*tT. SfE^*£:2.40g («*84% ) 6fefe B B hL 

[0 134 3 iH-NMR(CDCl 3 ) 8.01(s, 1H). 7.50(d ( 
1H. J=8.6Hz), 7.11(d, 1H, J=8.6Hz), 4.28-4.07(m, 
4H), 4.02(d, 2H, J=7.3Hz>, 3.59(s, 3H) , 2.74-2.65 
(br.-t,2H). 2.42(s, 3H), 2.10-1.96(m, 1H), 1.66-1. 
62(br'-d, 2H) , 1.39-1. 16 <m,5H) . 
[0 13 5] ##M9 3- [1- (2-^DD-6, 

2, 3, 4-fh7tFo-l, 6- 

2SB64X ) . 

[0 136] 1 H-NMR(CDC1 3 ) 8: 8.03(s, 1H) , 7.51(d, 
1H, J=8.6Hz), 7.16(s. 1H), 7.13(d. 1H, J=8.6Hz), 

7.05(s, 1H), 4.29-4.24(br.-d, 2H) . 4.12(d, 2H, J= 

6.9Hz),3.99, 3.97 ££1*3.61 s, 3H) , 3.12-3. 

04(br.-t. 2H), 2.43(s, 3H) ,2.38-2. 24 (m ,1H) , 1.89- 

1.85(br.-d. 2H) , 1.71-1.64(m ,2H). 

%i& ;-)V~?\0: 270-271°C 
[0137]#tM10 l-(2-^DD-6, 7- 

^F^y-4-^tV' , J-^) -4- [2 - (5-^ 

f^-2--ho^yv'W;t/T$y) xf^] b^>Jy 

5-^f^-2-xF o£,6 #i£2 . 5g ( 1 1 . 8mmol ) IZ mt 
f^t-^lOml&Bn*. 100 °CT1.5 BSHMfeLfc. 

8SA) . *r^f])V T>F 7r-Vyif^^ 7" 
U-^XChem. Pharm. Bull.). 38t, 30 14-30 

i9i (i99o^) texvz^mxmm^mz 
mtx&^n&4- (2-7 = /xfii/) - 1 - ( 2- 

;nn-6, 7->^l^y-4-^tV" l JX^) b'^ 
'J y>2. 5g £ ^'7 n ox 9 V tCffiW L , CI *lC h 'J x-f- 
;UT = y9.7ml SrSn*.. satfltffUfcft. »»A*» 
TL*:. 30#6mffiTRJEStfrt:t*, RJE?KS:*fcaST 



ffl^JS«T'Sfc»-r*c:i:tJ:0. SK<fc£ft£5.0g (iR 
^83% ) afe^iiL-C^o 

[0 1 38 3 ! H-NMR(CDC1 3 ) 7.99<d, 1H. J=8.2H 
z). 7.35(d. 1H, J=8.2Hz), 7.30. 7.16^^1^7.06 (# 
/? s, 1H). 5.82(br.-s, 1H, NH) , 4. 34-4. 29(br. -d, 2 
H), 3.99*5 «ttf3.98 s, 3H), 3. 61-3. 54 (m. 2H) , 

3.20-3. 10(m, 2H), 2.46(s, 3H), 1.99-1.94(br.-d f 2 
H), 1.79-1.47(0, 5H). 

[0 139]##fl|ll l-(6. 
2-*;U*yy-4-*^/'Jx;U) -4- [2- (5 
-^f 2 - x h n\yy>f ;!/7 5 y ) xf /i-] b^ 

##M1 0T1#^*l^bS*Jm. 2.5g(4.S7mmol)£ffl 

;l,tpyy7ytfflv^ J2tf Mi . HSfcffl 1 ^^Stc* t 
aB&ffc£tt«:2.29g («^83% ) &fe*SftfcLT» 

fc. 

[0 1 4 0 ] iH-NMR(CDCl 3 ) d: 8.00(d. 1H. J=8.2H 
z), 7.35(d, 1H, J=8.2Hz), 7.30*> £1/6.99 (#* s, 
1H), 6.93(br.-s, 1H) , 5.74(br.-s, 1H, NH), 4.17-4. 
12(br.-d, 2H). 3.98 £±#3.93 <#* s, 3H), 3.81 
(br.-s, 8H). 3.61-3.4S(m, 2H) ,3.07-2.99{br.-t, 2 
H), 2.46(s, 3H), 1.94-1.89(br.-d, 2H) , 1.70-1.32 
(ra, 5H). 

[01413 1 2 1 -.[ 2-tTx ( 2-t Ho 

^ryXf;l/) 7^-6, 7 h^r^- 4 -^f^/ 
>;x;H - 4- [2 - (5->f/I/-2-xbn<yy' 
-f;UT^y) xf-;H tX»Jy> (ft^-fto ) 
-fL^m, 4.0g(7.80mmol)£JHlv VUftV >l t Zitz.~C 

ttZmtX. RIE^ttS:3.24g (1R^71% ) fifittAfc 

[0 1 4 2 3 1 H-NMR(CDC1 3 ) ^: 7.99(d, 1H, J=8.6H 
z), 7.35(d, lH t J=8.6Hz), 7.30(s, 1H) . 7.02(br.-s, 

1H), 6.95(s. 1H), 5.86(br.^ ( 1H. NH) t 4.21-4.16 
(br.-d, 2H), 3.97*3 J: V3.92 s. 3H) . 3.92-3.8 

4(m, 8H) f 3.60-3.52(m. 2H), 3. 13-3. 04(br.-t, 2H), 
2.47 (s, 3H), 1.98-1.93(br.-d, 2H), 1.85-1.45(m, 5 
H). 

[0 14 3] ##«1 3 4- [2- ( 2-T^y-5 
-^f/Ky/>(;l/75y) xf/l/] -1- (6, 7- 
z/X h^rv-2-^c^^ , jy-4-^^y" , Jxi;^) b°^ 

•Ji/'y (-ft^i ) 

##^J1 lX*%t>1XtZ<k&fan, 2.06g(3.65mmol) $:X 
Omg $:Ja^. 7K^#H^T. Sat^iSflBafPLfe. fF 
kK«t9, Mie-ft^^l.60g (1R^82% ) Sfe^ai: 



( 24 ) 



^BBTS-l 6 5 38 5 



[0 144] MI-NMR(CDC1 3 ) 6: 7.10(s, 1H) . 7.03(d, 

1H, J=S.2Hz), 6.98(s. 2H) , 6.62(d, 1H, J=S.2Hz), 
6.10(br.-s. 1H), 4. 18-4. 14 (br.-d. 2H), 3.98 fcilX 
3.92 s. 3H). 3. 84-3. 79 (m. 8H) , 3. 54-3. 47 (m, 

2H), 3.07-2. 98<br.-t. 2H), 2.24(s. 3H) , 1.93-1.89 
(br.-d, 2H). 1.80-1. 47 On, 5H) . 

[0 14 5] 4 4 - [2 - (2-75^-5 
-^f;Ky/>fyl^75y) xf;u] - 1 - [2-£\x 

( 2- t Ho^yXf/l/) 75 y-6, 

##PJl 2Tl#^il^L^o, 2.87g(4.93nimol) £33 



7oy h^— s^coSi^ 

(72)^0J# ^/t #H 

»WUft«mWft*BrF±»586- 2 



2.12g (JR*78% ) GfettftfcLTf**:. 
[ 0 1 4 6 ] JH-NMIUCDClg) £ : 7.10(s, 1H), 7.04(d, 
1H, J=8.2Hz), 6.94(s, 2H), 6.62(d, 1H, J=8.2Hz). 
6.10(br.-s, 1H), 4.15-4.10(br.-d t 2H) , 3.96 
3.91 (#/? s, 3H), 3.90-3.83(m, 8H) , 3.54-3.47(m, 
2H), 3.07-2.98(br.-t. 2H) , 2.24(s, 3H). 1.96-1.91 , 
(br.-d, 2H). 1.79-1. 46 (in, 5H) . 
[0 14 7] 



<72)#gj# mm 9 



